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T>iis listing of claims will replace all prior vt 
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LfatiiiK t>S Claims; ■ 

1.-3 I. (Cancelled) 

P 

32. (\cw) AcnmpiJimd axunrcimg 5m formula.!: ^ ^ J ^ 

)^[Rirg(3H— [C(ft.,XR ? )] n -N v <n 




wh*r«Elt -X may be absent lut Jennies S ubsliluliun with i-4subs(iluenla X {hut ure 
independently ctiosoi from halogen. C|-C,; ulkyl C|~Q alko\y : . substituted or 
iijutieiililuted ary'L. nilro, hydroxy and a Fvutmir-jtcd or -jii substituted anynn- 



Ring(3) is a I .^jplnatyteiie.. ] ,4-pJienylcne, J ,3.cyclotiacjrlerw, of ! ,4- syclowxylojie 
o^onally substituted with [A sur>?tiTueitts rtiat «e irnJepefcd-snlly selected 3*m 
hulugsn, U i -Chalky], (j:-C» aikiray, substituted or jnKubjititutcd Jiryl; nitm, hydrnxyl, 
an ajulru] grtnirjj 

K : , is hydrogen;, i linear or bruncbed, nptionELly.iiilbstitmcrf r,-C',^ilkyl;a linear nr 
onuiched. optkirudty aubflLitijtcd d-CValkcrey; or an. on-tLrriially substituted aiy); 
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Rc represent* a poup selected twm H ' R " 



is selected torn the yoq> cwwstiiiE, ot frydroacn ; a substituted or misubstifcitod, Vi/cy 
saturated, LuisiiUittLft] Or mOsliatic 3% 1-. S-, i- t 8-titcmbDiUl jiflfc MrStiining ' /fyf' 



carbon aim™ and -nprioiLilly uiu; ur Iwii frtjltsruiiluini;; substituted ot uniubsiiluied Ci- 
C-, alky] antS cyano, 

or a silL plumnaceuiiMlty accepfcWc vt% pliwacewically acceptable prodrug, tauiorrusr, 
Isomer, {mdA>r itefMKjjlfttliia! (SOrtMtr rtWfMf 



3^ (New) The compound dittijiidiiig Lu dairu 32, wh (stein 

Y" ~Q 

fcto&(l}iscf foc/iida or * ; 

Rinjjt;j> iK mriijrmijLa r 
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jrjfJcpcBrtenllj'cnosen rrom hcki^cn, C|-Cn jLkyl,CrC< ulkuxv, jubii.if meni or 
UftswhsJitmcd aryl , nit\x;, hydroxyl, and an amcin jnoup; and 
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=> fil cap 

FILE 'CAPLUS' ENTERED AT 10:12:11 ON 26 MAR 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 
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Copyright of the articles to which records in this database refer is 
held by the publishers listed in the PUBLISHER (PB) field (available 
for records published or updated in Chemical Abstracts after December 
26, 1996), unless otherwise indicated in the original publications. 
The CA Lexicon is the copyrighted intellectual property of the 
American Chemical Society and is provided to assist you in searching 
databases on STN. Any dissemination, distribution, copying, or storing 
of this information, without the prior written consent of CAS, is 
strictly prohibited. 

FILE COVERS 1907 - 26 Mar 2008 VOL 148 ISS 13 
FILE LAST UPDATED: 25 Mar 2008 (20080325/ED) 

Effective October 17, 2005, revised CAS Information Use Policies apply. 
They are available for your review at: 

http: //ww\ . icy .html 



S — c „JL ,iL n I c 

15 22 20 27 2i 



@28 cS ^V c 30 
33 ^s rS *^31 



VAR Gl=12/17/23/28 

NODE ATTRIBUTES: 

CONNECT IS E2 RC AT 2 7 

CONNECT IS E2 RC AT 33 

DEFAULT MLEVEL IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

ECOUNT IS E6 C AT 9 

GRAPH ATTRIBUTES: 

RING(S) ARE ISOLATED OR EMBEDDED 
NUMBER OF NODES IS 33 

STEREO ATTRIBUTES: NONE 

L3 32 SEA FILE=REGISTRY SSS FUL LI 

L4 4 SEA FILE=CAPLUS ABB=ON PLU=ON L3 



=> fil wpix 

FILE 'WPIX' ENTERED AT 10:12:20 ON 26 MAR 2008 
COPYRIGHT (C) 2008 THE THOMSON CORPORATION 

FILE LAST UPDATED: 18 MAR 2008 <2 0 0 8 03 1 8 /UP> 

MOST RECENT THOMSON SCIENTIFIC UPDATE: 200819 <200819/DW> 
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>>> IPC Reform backfile reclassification has been loaded to the end of 
November 2007. No update date (UP) has been created for the 
reclassified documents, but they can be identified by 
20060101/UPIC and 20061231/UPIC, 20070601/UPIC, 20071001/UPIC and 
20071130/UPIC. «< 

FOR A COPY OF THE DERWENT WORLD PATENTS INDEX STN USER GUIDE, 
PLEASE VISIT: 

http: ctn--internat-ional . d e / 1 r a in i ng_cent. e r .'patents stn_auide .pat 

FOR DETAILS OF THE PATENTS COVERED IN CURRENT UPDATES, SEE 

ntptjpj ::::: . ; .■ :i ■; ■■ ■ : paj ■ ■ : CCOV ■■ daj ,:;::::'! ■ 

EXPLORE DERWENT WORLD PATENTS INDEX IN STN ANAVIST, VERSION 2.0: 

lit ; : : . . 4 1 t ' i 1 . • t 1 I . 1 " 1. 0 .pdi 

>>> XML document distribution format now available - See HELP XMLDOC <<< 

>>> ECLA Codes and Current US National Classifications have been added - 
see NEWS and HELP CHANGE <<< 

>>> HELP for European Patent Classifications see HELP ECLA, HELP ICO <<< 

>>> Updated PDF files in the following links: 

httpj_//ww J _ sjbn^ . de/stndatabases/details / j co_08 . i 

; n-international.de/stndatabases/details/epc_0801 . sip 
Supplement of all changed ECLA items: 

http: //www. stn-international .de/stnd.atabases/details/ecla_0802s . zip <<< 



To @12 c ^^ c 14 817^^19 @23 c 



6 n L ii I — j „L jL n I — i 

6 ^-C--' 4 16 15 22 -^ c ^ 20 27 2 

5 21 

29 



3 3 c ^ " 



VAR Gl=12/17/23/28 

NODE ATTRIBUTES: 

CONNECT IS E2 RC AT 2 7 

CONNECT IS E2 RC AT 33 

DEFAULT MLEVEL IS ATOM 

DEFAULT ECLEVEL IS LIMITED 

ECOUNT IS E6 C AT 9 

GRAPH ATTRIBUTES: 

RSPEC 3 12 17 23 28 

NUMBER OF NODES IS 33 
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STEREO ATTRIBUTES: NONE 

L7 9 SEA FILE=WPIX SSS FUL L5 

L8 3 SEA FILE=WPIX ABB=ON PLU=ON L7/DCR 



=> fil marpat 

FILE 'MARPAT' ENTERED AT 10:12:27 ON 26 MAR 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 American Chemical Society (ACS) 

FILE CONTENT: 1961-PRESENT VOL 148 ISS 11 ( 2 0 0 8 03 2 1 /ED ) 

SOME MARPAT RECORDS ARE DERIVED FROM INPI DATA FOR 1961-1987 

MOST RECENT CITATIONS FOR PATENTS FROM MAJOR ISSUING AGENCIES 
(COVERAGE TO THESE DATES IS NOT COMPLETE) : 

US 2008032917 07 FEB 2008 
DE 102006035202 31 JAN 2008 
EP 1882693 30 JAN 2008 

JP 2008024674 07 FEB 2008 
WO 2008021152 21 FEB 2008 
GB 2439172 19 DEC 2007 

FR 2904316 01 FEB 2008 

RU 2316552 10 FEB 2008 

CA 2593150 06 JAN 2008 

Expanded G-group definition display now available. 

Effective December 15th the iteration and answer limits in MARPAT 
have increased from 100,000 to 200,000 for both on-line and batch 
searches. For more information on MARPAT search limits, type HELP 
SLIMITS at an arrow prompt. 

=> d que 114 

L12 STR 



@23 c ^Vc 25 @28 c ^Vc 30 

jj — c , , 1L .L. 



43 \ 36 G2 



t_i 22 L J 

6 15 22 \ c ^" 



G2 37 G4 
1 2^ 3 \ 



-G2 3 4 



Cb @47 



VAR Gl=12/17/23/28 
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VAR G2=H/X/40/38/41/NO2/OH/N 
VAR G3=H/CY/AK/CN 
VAR G4=H/AK/45/47 
NODE ATTRIBUTES: 
CONNECT IS E2 RC AT 13 
CONNECT IS E2 RC AT 14 
CONNECT IS E2 RC AT 15 
CONNECT IS E2 RC AT 18 
CONNECT IS E2 RC AT 19 
CONNECT IS E2 RC AT 2 0 
CONNECT IS E2 RC AT 21 
CONNECT IS E2 RC AT 2 5 
CONNECT IS E2 RC AT 2 6 
CONNECT IS E2 RC AT 2 7 
CONNECT IS E2 RC AT 3 0 
CONNECT IS E2 RC AT 31 
CONNECT IS E2 RC AT 32 
CONNECT IS E2 RC AT 33 
CONNECT IS El RC AT 39 
CONNECT IS El RC AT 4 0 
DEFAULT MLEVEL IS ATOM 
GGCAT IS UNS AT 41 
GGCAT IS UNS AT 4 7 
DEFAULT ECLEVEL IS LIMITED 
ECOUNT IS E6 C AT 9 

GRAPH ATTRIBUTES: 

RSPEC 23 28 12 17 3 

NUMBER OF NODES IS 4 7 



STEREO ATTRIBUTES: NONE 

L14 15 SEA F I LE=MARPAT SSS FUL L12 



=> fil beilst 

FILE ' BEILSTEIN ' ENTERED AT 10:12:34 ON 26 MAR 2008 

COPYRIGHT (c) 2008 Beilstein-Institut zur Foerderung der Chemischen Wissenschaf ten 
licensed to Beilstein GmbH and MDL Information Systems GmbH 

FILE LAST UPDATED ON January 3, 2008 

FILE COVERS 1771 TO 2007. 

*** FILE CONTAINS 10.119,480 SUBSTANCES *** 

>>>PLEASE NOTE: Reaction Data and substance data are stored in 

separate documents and can not be searched together in one query. 
Reaction data for BEILSTEIN compounds may be displayed 
immediately with the display codes PRE (preparations) and REA 
(reactions) . A substance answer set retrieved after the search 
for a chemical name, a compounds with available reaction 
information by combining with PRE/FA, REA/FA or more generally 
with RX/FA. The BEILSTEIN Registry Number (BRN) is the link 
between a BEILSTEIN compound and belonging reactions. For mo 
detailed reaction searches BRNs can be searched as reaction 
partner BRNs Reactant BRN (RX.RBRN) or Product BRN (RX . PBRN) . «< 

»> FOR SEARCHING PREPARATIONS SEE HELP PRE «< 



* PLEASE NOTE THAT THERE ARE NO FORMATS FREE OF COST. 
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SET NOTICE FEATURE : THE COST ESTIMATES CALCULATED FOR SET NOTICE 
ARE BASED ON THE HIGHEST PRICE CATEGORY. THEREFORE; THESE 
ESTIMATES MAY NOT REFLECT THE ACTUAL COSTS. 
FOR PRICE INFORMATION SEE HELP COST 



>>> Price change as of January 1st, 2008: Connect Time and Structure 
Search fees re-introduced. See NEWS and HELP COST <<< 



=> d que 116 
L12 



33 N '<vt c j^31 



42 G3^J C 43 G3^J f 36 G2 i 2 C 3 V 

16* ^15 22 ^^20 



Ak @40 Cb @41 o^Ak 
@45 46 



G2 37 G4 



. , , ..^ v C^-Cb^Gl 
■V.C.- >..o^- 7 [J! 9 10 

*-C-' ^"G2 3 4 



Cb 047 



VAR Gl=12/17/23/28 
VAR G2=H/X/40/38/41/NO2/OH/N 
VAR G3=H/CY/AK/CN 
VAR G4=H/AK/45/47 
NODE ATTRIBUTES: 
CONNECT IS E2 RC AT 13 
CONNECT IS E2 RC AT 14 
CONNECT IS E2 RC AT 15 
CONNECT IS E2 RC AT 18 
CONNECT IS E2 RC AT 19 
CONNECT IS E2 RC AT 2 0 
CONNECT IS E2 RC AT 21 
CONNECT IS E2 RC AT 2 5 
CONNECT IS E2 RC AT 2 6 
CONNECT IS E2 RC AT 2 7 
CONNECT IS E2 RC AT 3 0 
CONNECT IS E2 RC AT 31 
CONNECT IS E2 RC AT 32 
CONNECT IS E2 RC AT 33 
CONNECT IS El RC AT 39 
CONNECT IS El RC AT 4 0 
DEFAULT MLEVEL IS ATOM 
GGCAT IS UNS AT 41 
GGCAT IS UNS AT 4 7 
DEFAULT ECLEVEL IS LIMITED 
ECOUNT IS E6 C AT 9 

GRAPH ATTRIBUTES: 
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RSPEC 23 28 12 17 3 
NUMBER OF NODES IS 4 7 

STEREO ATTRIBUTES: NONE 

L16 0 SEA FILE=BEILSTEIN SSS FUL L12 



=> dup rem 14 18 114 

FILE 'CAPLUS' ENTERED AT 10:12:41 ON 26 MAR 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 AMERICAN CHEMICAL SOCIETY (ACS) 



FILE 'WPIX' ENTERED AT 10:12:41 ON 26 MAR 2008 
COPYRIGHT (C) 2008 THE THOMSON CORPORATION 



FILE 'MARPAT' ENTERED AT 10:12:41 ON 26 MAR 2008 

USE IS SUBJECT TO THE TERMS OF YOUR STN CUSTOMER AGREEMENT. 

PLEASE SEE "HELP USAGETERMS" FOR DETAILS. 

COPYRIGHT (C) 2008 American Chemical Society (ACS) 

PROCESSING COMPLETED FOR L4 

PROCESSING COMPLETED FOR L8 

PROCESSING COMPLETED FOR L14 

L24 19 DUP REM L4 L8 L14 (3 DUPLICATES REMOVED) 

ANSWERS '1-4' FROM FILE CAPLUS 
ANSWER '5' FROM FILE WPIX 
ANSWERS '6-19' FROM FILE MARPAT 



=> d 124 ibib abs hitstr l-5;d 124 ibib abs qhit 6-19 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 



PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



gen-heterocyclyl) carboxamides 



2005:984027 CAPLUS Full-text 
143:266951 

Preparation of N-(nitr 
as protein kinase C inhibitors 

Leysen, Dirk Casimir Maria; Defert, Olivier Raynald; 
De Kerpel, Jan Octaaf Antoon; Fourmaintraux, Eric 
Pierre Paul Rene; Arzel, Philippe; De Wilde, Gert 
Jules Hector 

Belg. 



Devgen N . 
PCT Int. Appl. 
CODEN: PIXXD2 
Patent 
English 



102 pp. 



PATENT NO. KIND DATE APPLICATION NO. 



2005082367 




Al 




20050909 




WO 2005- 


IB600 




20050218 


W: AE, 


AG, 


AL, 


AM, 


AT, 


AU, 


AZ, 


BA, 


BB, 


BG, 


BR, 


BW, 


BY, 


BZ, 


CA, 


CH, 


CN, 


CO, 


CR, 


CU, 


CZ, 


DE, 


DK, 


DM, 


DZ, 


EC, 


EE, 


EG, 


ES, 


FI, 


GB, 


GD, 


GE, 


GH, 


GM, 


HR, 


HU, 


ID, 


IL, 


IN, 


IS, 


JP, 


KE, 


KG, 


KP, 


KR, 


KZ, 


LC, 


LK, 


LR, 


LS, 


LT, 


LU, 


LV, 


MA, 


MD, 


MG, 


MK, 


MN, 


MW, 


MX, 


MZ, 


NA, 


NI, 


NO, 


NZ, 


OM, 


PG, 


PH, 


PL, 


PT, 


RO, 


RU, 


SC, 


SD, 


SE, 


SG, 


SK, 


SL, 


SM, 


SY, 


TJ, 


TM, 


TN, 


TR, 


TT, 


TZ, 


UA, 


UG, 


US, 


UZ, 


VC, 


VN, 


YU, 


ZA, 


ZM, ZW 


RW: BW, 


GH, 


GM, 


KE, 


LS, 


MW, 


MZ, 


MA, 


SD, 


SL, 


sz, 


TZ, 


UG, 


ZM, 


ZW, 


AM, 


AZ, 


BY, 


KG, 


KZ, 


MD, 


RU, 


TJ, 


TM, 


AT, 


BE, 


BG, 


CH, 


CY, 


CZ, 


DE, 


DK, 


EE, 


ES, 


FI, 


FR, 


GB, 


GR, 


HU, 


IE, 


IS, 


IT, 


LT, 


LU, 


MC, 


NL, 


PL, 


PT, 


RO, 


SE, 


SI, 


SK, 


TR, 


BF, 


BJ, 


CF, 


CG, 


CI, 


CM, 


GA, 


GN, 


GQ, 


GW, 


ML, 
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MR, NE, SN, 


TD, 


TG 










EP 1715862 


Al 




20061102 


EP 2005- 


-708700 


20050218 


R: AT, BE, CH, 


DE, 


DK, 


ES, FR, GB, 


, GR, IT, 


. LI, LU, 


NL, SE, MC, PT, 


IE, SI, LT, 


FI, 


RO, 


CY, TR, BG, 


, CZ, EE, 


. HU, PL, 


SK, IS 


JP 2007523155 


T 




20070816 


JP 2006- 


-553706 


20050218 


US 2007191420 


Al 




20070816 


US 2006- 




20060818 


PRIORITY APPLN. INFO.: 








GB 2004- 


-3635 


A 20040218 










US 2004- 


-545545P 


P 20040218 










WO 2005- 


-IB600 


W 20050218 


OTHER SOURCE (S) : 


MARPAT 


143:266951 









AB The invention provides the use of carboxamides ([Ring(l)]- N (Ra) C (O) [Ring (3 ) ] - 
(CR1R2 ) n-NRbRc (I); variables defined below; e.g. 4- ( 1-aminoethyl ) -N- (pyridin- 
4-yl ) benzamide dihydrochloride (II)) or a composition comprising said compound 
for inhibiting the activity of at least one kinase, other than ROCK kinase, in 
vitro or in vivo, pharmaceutical and/or veterinary compns. comprising such 
compds . , medical and veterinary uses of such compds . and the compds . 
themselves. 44 Examples of I were tested for inhibition of epsilon, gamma, 
theta and zeta isoforms of protein kinase C. Although the methods of 
preparation are not claimed, .apprx.60 example prepns. are included. For 
example, II was prepared (92 and 61 %) in 2 steps starting with amide 
formation between 4-acetylbenzoic acid and 4-aminopyr idine to give 4-acetyl-N- 
(pyridin-4-yl ) benzamide, which was condensed with NH20H-HC1 to give the oxime 
that was reduced to the amine. For I: Ring(l) is a (un) substituted, 
saturated, unsatd. or aromatic 4-8-membered ring containing C atoms and at 
least one H-accepting heteroatom and optionally 1 or 2 further heteroatoms ; Ra 
is a H or a linear or branched, (un) substituted C1-C6 alkyl, (un) substituted 
C1-C6 alkoxy or (un) substituted aryl; Ring(3) is a (un) substituted, saturated, 
unsatd. or aromatic 4-8-membered ring containing C atoms and optionally 1 or 2 
heteroatoms; each Rl or R2 = H, a (un) substituted, saturated, unsatd. or 
aromatic 3-8-membered ring containing C atoms and optionally one or two 
heteroatoms, (un) substituted C1-C6 alkyl or cyano; n = 0-2. Rb and Rc are 
such that the amino group -NRbRc is essentially in a protonated form at a pH = 
5.0-9.0; the distance between the at least one H-accepting heteroatom in 
Ring(l) and the N(Ra) (Rb) N atom, as determined using a scatter plot, is 11.0- 
11.8 A; addnl. details are given in the claims. 
IT 863769-39-5P, N- (Pyridin-4-yl ) -4- (pyrrolidin-2-yl ) benzamide 

dihydrochloride 863 7G9-41-9P, 4- (Piperidin-2-yl ) -N- (pyridin-4- 
yl) benzamide dihydrochloride 863769---46---4P, 4- ( 4 , 5-Dihydro-lH- 
imidazol-2-yl ) -N- (pyridin-4-yl ) benzamide 863769-47-5P, 
N- (Pyridin-4-yl ) -4- ( 1 , 4, 5, 6-tetrahydro-lH-pyr imidin-2-yl ) benzamide 
863769-7Q-4P, 4- ( Piper idin-2-yl ) -N- ( lH-pyrrolo [ 2 , 3-b] pyridin-4- 
yl) benzamide dihydrobromide 863770-0&--3P, N- (Pyridin-4-yl ) -4- 
(pyrrolidin-2-yl ) benzamide 8&377Q-07-4P, 4- (Piper idin-2-yl ) — N— 
(pyridin-4-yl) benzamide 863 770-1 5-4P, 4- (Piper idin-2-yl ) -N- ( 1H- 
pyrrolo [2 , 3-b] pyridin-4-yl ) benzamide 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(drug candidate; preparation of N- (nitrogen-heterocyclyl ) carboxamides as 
protein kinase C inhibitors) 
RN 863769-39-5 CAPLUS 

CN Benzamide, N-4-pyridinyl-4- ( 2-pyrrolidinyl ) -, dihydrochloride (9CI) (CA 
INDEX NAME) 
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#2 HC1 



RN 863769-41-9 CAPLUS 

CN Benzamide, 4- ( 2-piperidinyl ) -N-4-pyridinyl-, dihydrochloride (9CI) (CA 
INDEX NAME) 




#2 HC1 



RN 863769-46-4 CAPLUS 

CN Benzamide, 4- ( 4, 5-dihydro-lH-imidazol-2-yl ) -N-4-pyridinyl- (CA INDEX 
NAME) 




RN 863769-47-5 CAPLUS 

CN Benzamide, N-4-pyridinyl-4- ( 1 , 4 , 5, 6-tetrahydro-2-pyr imidinyl ) - (CA INDEX 
NAME) 




RN 863769-70-4 CAPLUS 

CN Benzamide, 4- (2-piperidinyl) -N-lH-pyrrolo [2, 3-b] pyridin-4-yl-, 
dihydrobromide (9CI) (CA INDEX NAME) 
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H 




#2 HBr 



RN 863770-06-3 CAPLUS 

CN Benzamide, N-4-pyridinyl-4- ( 2-pyrrolidinyl ) - (CA INDEX NAME) 



RN 863770-07-4 CAPLUS 

CN Benzamide, 4- ( 2-piperidinyl ) -N-4-pyridinyl- (CA INDEX NAME) 




RN 863770-15-4 CAPLUS 

CN Benzamide, 4- ( 2-piperidinyl ) -N-lH-pyrrolo [ 2 , 3-b] pyridin-4-yl- (CA INDEX 
NAME) 
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IT 8 € 3 '■■ h 9 - 4-1 -CP, 4- (N-BOC-piperidin-2-yl ) -N- (pyridin-4-yI ) benzamide 
86.V'*69- / -i - 8 P , 2-14-1 [l-l [ 2- (Trimethylsilanyl ) ethoxy J methyl J -1H- 
pyrrolo [2, 3-b] pyridin-4-yl ] carbamoyl ] phenyl ] piper idine-l-carboxylic acid 
benzyl ester 3 >< , 2- [ 4- [ ( lH-Pyrrolo [ 2 , 3-b] pyr idin-4- 

yl) carbamoyl]phenyl]piperidine-l-carboxylic acid benzyl ester 
RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of N- (nitrogen-heterocyclyl) carboxamides as protein kinase C 
inhibitors ) 

RN 863769-44-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 2- [ 4- [ ( 4-pyridinylamino) carbonyl ] phenyl ] -, 
1, 1-dimethylethyl ester (CA INDEX NAME) 




RN 863769-74-8 CAPLUS 

CN 1-Piperidinecarboxylic acid, 2- [ 4- [ [ [ 1- [ [ 2- ( tr imethylsilyl ) ethoxy ] methyl ] - 
lH-pyrrolo [2 , 3-b] pyridin-4-yl] amino] carbonyl ] phenyl ] -, phenylmethyl ester 
(CA INDEX NAME) 
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RN 863769-75-9 CAPLUS 

CN 1-Piperidinecarboxylic acid, 2- [ 4- [ ( IH-pyrrolo [ 2 , 3-b] pyridin-4- 
ylamino) carbonyl ] phenyl ] -, phenylmethyl ester (CA INDEX NAME) 
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OTHER SOURCE(S): CASREACT 142:392289; MARPAT 142:392289 
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AB Title compds . I [A = N, CR4, a carbon atom bound to L, or is not an atom; one 
of W, Z, B, Y, X = carbon atom bound to L if A is not an atom, another of W, 
Z, B, Y, X = carbon atom bound to G, and each of the remaining W, Z, B, Y and 
X is independently N or CR4; L = bond, (CH2)n; n = 1-3; G = CO, CS, S02; Rl = 
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alkyl, heteroalkyl, aryl, etc.; R2 = H, alkyl; R3 = alkyl, heteroalkyl, aryl, 
etc.; R4 = H, alkyl, etc.] are prepared For instance, 4- ( 3-chloropyridin-2- 
yl ) -N- ( 4- ( trif luoromethyl ) phenyl ) benzamide (II) is prepared from 4- (3- 
chloropyridin-2-yl ) benzoic acid (preparation given) and 4- 
trif luoromethylaniline (CH2C12, C02C12, DMF) . II did not significantly 
inhibit CYP2C9, CYP2D6 and CYP3A4 but exhibits inhibition for CYP2C19 (IC50 = 
26.85 uM) and CYP1A2 (IC50 = 97.45 pM) . I are useful in the treatment of 
pain, inflammation and traumatic injury. 

IT 

849754-6Q-5P 849755-02-8P 849755-16-4? 
8^9755-80-2? 849755-93-7P 849757-3G-8P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of (hetero)aryl amides as ion channel ligands) 
RN 849753-68-0 CAPLUS 

CN Benzamide, 4- ( 3-chloro-2-pyridinyl ) -N-4-pyr idinyl- (CA INDEX NAME) 




RN 849753-89-5 CAPLUS 

CN Benzamide, N- ( 2-chloro-4-pyridinyl ) -4- ( 3-chloro-2-pyr idinyl ) - (CA INDEX 
NAME) 




RN 849754-17-2 CAPLUS 

CN Benzamide, 4- ( 3-chloro-2-pyridinyl ) -2-f luoro-N-4-pyridinyl- (CA INDEX 
NAME) 




RN 849754-60-5 CAPLUS 

CN Benzamide, N- ( 2-chloro-4-pyridinyl ) -4- ( 3-chloro-2-pyridinyl ) -2-f luoro- 
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RN 849755-02-8 CAPLUS 

CN Benzamide, 4- ( 3-chloro-2-pyridinyl ) -3-f luoro-N-4-pyridinyl- (CA INDEX 
NAME) 




RN 849755-16-4 CAPLUS 

CN Benzamide, N- (2-chloro-4-pyridinyl) -4- ( 3-chloro-2-pyridinyl ) -3-f luoro- 
(CA INDEX NAME) 




RN 849755-80-2 CAPLUS 

CN Benzamide, 4- ( 3-chloro-2-pyridinyl ) -3-methoxy-N-4-pyr idinyl- (CA INDEX 
NAME) 




RN 849755-93-7 CAPLUS 

CN Benzamide, N- ( 2-chloro-4-pyridinyl ) -4- ( 3-chloro-2-pyridinyl ) -3-methoxy- 
(CA INDEX NAME) 
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RN 849757-30-8 CAPLUS 

CN Benzamide, N- ( 2-chloro-4-pyridinyl ) -4- [3- (trif luoromethyl ) -2-pyridinyl ] - 
(CA INDEX NAME) 




RN 849757-53-5 CAPLUS 

CN Benzamide, N- ( 2-chloro-4-pyridinyl ) -3-f luoro-4- [3- (trif luoromethyl ) -2- 
pyridinyl]- (CA INDEX NAME) 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB A series of N- ( acridin-9-yl ) -4- (benzo [d] imidazol/ oxazol-2-yl) benzamides has 
been synthesized by the condensation of 9-aminoacridine derivs. with 
benzimidazole or benzoxazole derivs. Condensation of 2-hydroxy naphthaldehyde 
with f unctionalized diamines leads to the formation of Schiff's bases and not 
imidazole derivs. All these compds. were characterized by correct FT-IR, 1H 
NMR, MS and elemental analyses. These compds. were screened for anti- 
inflammatory, analgesic and kinase (CDK-1, CDK-5 and GSK-3) inhibition 
activities. Compds. (I) and a mixture (II, III) showed good anti-inflammatory 
(35.8% at 50 mg/kg po) activity and good analgesic activity (60% at 50 mg/kg 
po) , resp. Compound (IV) showed significant in vitro activity against CDK-5 
(IC50 = 4.6 |iM) and CDK-1 (IC50 = 7.4 |iM) and compound (V) showed moderate CDK- 
5 inhibitory activity (IC50 = 7.5 jiM) . The other compds. showed moderate 
anti-inflammatory and analgesic activities. 

IT 892866-06-7P 892866 -G7-8P 892866-08--9P 

RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(synthesis, anti-inflammatory, analgesic and kinase (CDK-1, CDK-5 and 
GSK-3) inhibition activity evaluation of benzimidazole/benzoxazole 
derivs. and some Schiff's bases) 
RN 892866-06-7 CAPLUS 

CN Benzamide, N-9-acridinyl-4- (5-chloro-lH-benzimidazol-2-yl) - (CA INDEX 
NAME) 




RN 892866-07-8 CAPLUS 

CN Benzamide, N-9-acridinyl-4- ( 5-nitro-lH-benzimidazol-2-yl ) - (CA INDEX 
NAME) 
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RN 892866-08-9 CAPLUS 

CN Benzamide, N- ( 5-methoxy-9-acridinyl ) -4- ( 5-nitro-lH-benzimidazol-2-yl ) - 
(CA INDEX NAME) 




RN 892866-09-0 CAPLUS 

CN Benzamide, N-9-acridinyl-4- ( 5 , 6-dimethyl-lH-benzimidazol-2-yl ) - (CA INDEX 
NAME) 
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■Me 



II 



AB RZZ1R5 [I; R = CONR1R2 and R5 = NR3R4 or CONR3R4 or R = NR1COR2 and R5 = 
CONR3R4; R1,R2 = H, alkyl, (un) substituted (hetero) aryl, etc.; R3,R4 = H, 
alkyl, (hetero) aryl, alkanoyl, aroyl, etc.; Z = (un) substituted benzimidazole- 
n,2-diyl; Zl = (un) substituted phenylene; n = 4-7] were prepared Thus, 3,4- 
(H2N) 2C6H3C02H was cyclocondensed with 4- (02N) C6H4CHO and the product amidated 
by cyclohexylamine to give, after reduction and amidation, title compound II. 
Data for biol. activity of 1 I were given. 



RL: PAC (Pharmacological activity); SPN (Synthetic preparation); THU 
(Therapeutic use) ; BIOL (Biological study) ; PREP (Preparation) ; USES 
(Uses) 

(preparation of 2- ( carboxamidophenyl ) benzimidazole-5-carboxamides and 
analogs as IgE and cell proliferation inhibitors) 
RN 459807-86-4 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, N-cyclohexyl-2- [ 4- [ ( 4- 
pyridinylamino)carbonyl]phenyl]- (9CI) (CA INDEX NAME) 



RN 459807-91-1 CAPLUS 

CN lH-Benzimidazole-5-carboxamide, 2- [4- [ ( 4-pyr idinylamino ) carbonyl ] phenyl ] -N- 
tricyclo[3.3.1.13,7]dec-2-yl- (9CI) (CA INDEX NAME) 



IT 



8P 459808-07-2P 




o 



o 




RN 
CN 



459807-95-5 CAPLUS 

lH-Benzimidazole-5-carboxamide, N- ( 2-methylcyclohexyl ) -2- [ 4- [ ( 4- 
pyridinylamino) carbonyl] phenyl]- (9CI) (CA INDEX NAME) 
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Me 



N H 



459807-99-9 CAPLUS 

lH-Benzimidazole-5-carboxamide, N-cycloheptyl-2- [4- [ (4- 
pyridinylamino) carbonyl ] phenyl ] - (9CI) (CA INDEX NAME) 



cr 



459808-03-8 CAPLUS 

lH-Benzimidazole-5-carboxamide, N-bicyclo [2.2 . 1 ] hept-2-yl-2- [4- [ (4- 
pyridinylamino) carbonyl ] phenyl ] - (9CI) (CA INDEX NAME) 



459808-07-2 CAPLUS 

lH-Benzimidazole-5-carboxamide, N- ( 4-f luorophenyl ) -2- [ 4- [ ( 4 
pyridinylamino)carbonyl]phenyl]- (9CI) (CA INDEX NAME) 
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C2005-218279 [74] 

New aromatic amide compounds are vanilloid receptor 
agonists useful for the treatment of e.g. headache, 
Parkinson's disease, Alzheimer's disease, multiple 
sclerosis and stroke 
B02; B03 

JANAGANI S; KELLY M; KINCAID J; WU G 
(RENO-N) RENOVIS INC 



PATENT INFO ABBR. : 



PATENT NO 



KIND DATE 



MAIN IPC 



GB 2413129 
APPLICATION DETAILS: 

PATENT NO KIND 



A 20051019 (200574)* EN 132 [6] 



APPLICATION 



GB 2413129 A Div 
GB 2413129 A 



Ex 



GB 2004-22296 20041007 
GB 2005-9754 20050516 



PRIORITY APPLN. INFO: US 2004-575937P 20040601 
US 2003-508865P 20031007 
AN 2005-716592 [74] WPIX 
CR 2005-308639 

AB GB 2413129 A UPAB : 20060125 

NOVELTY - Aromatic amide compounds (I) (capable of modifying ion channels in 
vivo) and their salts, solvates, prodrugs or stereoisomers are new. 

DETAILED DESCRIPTION - Aromatic amide compounds of formula (I) (capable 
of modifying ion channels in vivo) and their salts, solvates, prodrugs or 
stereoisomers are new. 

A = N, CR4, C bound to L or is not atom (one of W, Z, B,Y, X is C atom 
bound to L if A is not an atom, another of W, Z, B, Y, X is a C bound to G and 
each of the remaining W, Z, B, Y and X is N or CR4); 

L = bond or -(CH2)n; 

n = 1-3; 

G = CO, CS or S02; 

Rl, R3 = aliphatic (optionally substituted), (hetero) alkyl, 
(hetero)aryl or (hetero) aralkyl; 

R2 = H or optionally substituted alkyl; and 

R4 = H, alkyl (optionally substituted), acyl, acylamino, alkylamino, 
alkylthio, alkoxy, alkoxycarbonyl, alkylarylamino, arylalkyloxy , amino, aryl, 
arylalkyl, sulfoxide, sulfone, sulfanyl, aminosulf onyl , arylsulf onyl , sulfuric 
acid, sulfuric acid ester, dihydroxyphosporyl , aminohydroxyphosphoryl , azido, 
carboxy, carbamoyl, carboxyl, CN, cycloheteroalkyl , dialkylamino, halo, 
heteroaryloxy, heteroaryl, heteroalkyl, OH, N02 or thio. 

An INDEPENDENT CLAIM is also included for the preparation of (I) . 

ACTIVITY - Analgesic; Immunosuppressive; Antiinflammatory; 
Neuroprotective; Antimigraine; Antiparkinsonian; Nootropic; Cerebroprotective ; 
Vasotropic; Antidepressant; Antimanic; Neuroleptic; Tranquilizer; Eating- 
Disorders-Gen.; Hypnotic; Anticonvulsant; Gastrointestinal-Gen.; Uropathic; 
Respiratory-Gen.; Antiallergic; Antiasthmatic; Antiarthritic ; Antirheumatic; 
Osteopathic; Cardiant; Ophthalmological ; Antiarteriosclerotic ; Antipruritic; 
Antipsoriatic; Endocrine-Gen.; Anorectic; Cytostatic; Vulnerary; Nephrotropic . 

MECHANISM OF ACTION - Vanilloid receptor (VR-1) agonist. (I) were 
tested for VR-1 agonist activity using imaging assay. The result showed that 
the percentage inhibition value of (I) was 75%. 
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USE - (I) are useful for the treatment, prevention, amelioration or 
management of pain condition, autoimmune disease, inflammatory disease or 
condition, neurological or neurodegenerative disease, pain including acute, 
inflammatory and neuropathic pain, chronic pain, dental pain, headache 
including migraine, cluster headache and tension headache, Parkinson's 
disease, Alzheimer's disease, multiple sclerosis, diseases and disorders 
mediated by or result in neuroinf lammation, traumatic brain injury, stroke, or 
encephalitis, centrally-mediated neuropsychiatric diseases and disorders 
including depression, mania, bipolar disease, anxiety, schizophrenia, eating 
disorders, sleep disorders and cognition disorders, epilepsy and seizure 
disorders, prostate, bladder and bowel dysfunction, urinary incontinence, 
urinary hesitancy, rectal hypersensitivity, fecal incontinence, benign 
prostatic hypertrophy and inflammatory bowel disease, respiratory and airway 
disease and disorders including allergic rhinitis, asthma and reactive airway 
disease and chronic obstructive pulmonary disease, diseases and disorders 
mediated by or result in inflammation including arthritis, rheumatoid 
arthritis and osteoarthritis, myocardial infarction, autoimmune diseases and 
disorders, uveitis and atherosclerosis, itch/pruritus, psoriasis, alopecia 
(hair loss), obesity, lipid disorders, cancer, high blood pressure, spinal 
cord injury or renal disorders. (I) are useful for the treatment of symptom 
such as symptoms of exposure to capsaicin, burns or irritation due to exposure 
to heat, light or burns (all claimed) . 

ADVANTAGE - (I) exhibited improved aqueous solubility and metabolic 
stability . 
AN.S DCR-1063679 

CN . S 4- ( 3-Chloro-pyridin-2-yl ) -N-pyridin-4-yl-benzamide 
SDCN RAHLOC 




AN.S DCR-1063716 

CN. S N- (2-Chloro-pyridin-4-yl) -4- ( 3-chloro-pyr idin-2-yl ) -benzamide 
SDCN RAHLPD 
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AN.S DCR-1063751 

CN . S 4- ( 3-Chloro-pyridin-2-yl ) -2-f luoro-N-pyridin-4-yl-benzamide 
SDCN RAHLQC 




AN.S DCR-1170498 

CN. S 4- (3-Chloro-pyridin-2-yl) -3-methoxy-N-pyr idin-4-yl-benzamide 
SDCN RAJTZC 
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GI 



Rl R2 




6 



AB The title compds . I [wherein m = 0-2; n = 0-4; p, s, t independently = 0 or 1; 
Rl, R2 independently = H, halo, alkyl, etc.; A = (un) substituted Ph, 
pyridinyl, pyrrolyl, thiophenyl or furanyl; Z = certain (un) substituted 
nitrogen heteroaryl] and N-oxides, salts, or stereoisomers thereof are 
prepared as inhibitors of the interactions between MDM2 and p53 . For example, 
compound II was prepared in a multi-step synthesis. I showed inhibitory 
effect in both p53 ELISA assay and cell proliferation assay. The invented 
compds. are useful for the treatment of disorders mediated by p53-MDM2 
interactions . 
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•P 



G12 = 366-334 367-5 



G13 = 277 



G25 = phenylene (opt. substd. by (1-2) G7) 
Patent location: claim 1 

or N-oxides, addition salts 
also incorporates claim 10, formula (VIII) 
or stereochemically isomeric forms 



Note: 
Note: 

Stereochemistry: 
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PRIORITY APPLN. INFO.: 
GI 



GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, ZW, AM, AZ, BY, 
KG, KZ, MD, RU, TJ, TM 

,N. INFO.: JP 2005-361643 20051215 



A. 




^ R 4 



I 



t-Bu. 




II 



AB The invention provides a modulator of the TRPVl-receptor function, comprising 
a compound of the formula I. Compds . of formula I wherein A is 
(un) substituted (mono/bi ) cyclic carbocycle, and (un) substituted 
(mono/bi) heterocycle; ring B is (un) substituted benzene, (un) substituted 6- 
membered heteroarom. ring containing N atom; Rl is H, (un) substituted lower 
alkyl and (un) substituted acyl; dashed line is a single or double bond; when 
dashed bond is a double bond, then n is 0; X is =CRx, and =N; R3 and R4 are 
taken together to form (un) substituted 5- to 6-membered nonarom. heterocycle; 
Rx is H, halo, lower (halo) alkyl, lower (halo)alkoxy and acyl; or X is =N; R3 
is lower alkyl; R4 is lower alkoxy and aryloxy; when dashed bond is single 
bond, n is 1; R2 is H, (un) substituted lower alkyl; X is 0, S, and NH and 
derivs.; R3 and R4 taken together for forum and (un) substituted nonarom. 5-to 
6-membered heterocycle; and their pharmaceutically acceptable salts thereof, 
are claimed. Example compound II was prepared by amidation of 4-acetylbenzoic 
acid with 4-tert-butylaniline ; the resulting N- ( 4-tert-butylphenyl ) 4- 
acetylbenzamide underwent acetalization with 1 , 3-propanediol to give compound 
II. All the invention compds. were evaluated for their TRPV1 modulatory 
activity. From the assay, it was determined that compound II exhibited an 
IC50 value of 297 nM. 




Gl = pyridyl (opt. substd.) 

G2 = NH 

G3 = phenylene (opt. substd. by 1 or more G32) 
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G4 = 22 



G17 = 514-4 514-25 



G33 = NH (opt. substd. ) 

G34 = CH2 (opt. substd. ) 

Patent location: claim 1 

Note: or pharmaceutically acceptable salts or solvates 
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R2 




AB The invention relates to compds. of formula I, which inhibit dipeptidyl 
peptidase IV (DPP-IV) and are useful for the prevention or treatment of 
diabetes, especially type II, as well as hyperglycemia, metabolic syndrome, 
hyperinsulinemia, obesity, atherosclerosis, various immunomodulatory diseases, 
and other diseases. Compds. of formula I wherein Rl is H, (halo)alkyl, 
(hetero) aryl, heterocyclyl , cycloalkyl, cycloalkenyl , etc.; R2 is H, 
(halo)alkyl, cycloalkyl, heterocyclyl, (hetero) aryl, heterocyclealkyl , etc.; 
R3 is H and (halo) alkyl; dotted line is optional double bond; Arl is 
(un) substituted (hetero) aryl; and their pharmaceutically acceptable salts, 
metabolites, prodrugs, salt of prodrugs, and combinations thereof, are 
claimed. Example compound II was prepared by cyclization of 1 , 3-butadiene 
with 2-chloro-p-nitrostyrene; the resulting trans-l-chloro-2- ( 6-nitrocyclohex- 
3-en-l-yl ) benzene underwent reduction to give compound II. All the invention 
compds. were evaluated for their DPP-IV inhibitory activity. 




G5 = 26 / 46 / 116 




G9 = NH 

G12 =50 / 52 / 136 

5 ^9_G8 5 ^_G7 G8 !§§ G14 
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G14 = pyridyl (opt. substd.) 
Patent location: claim 1 

Note: substitution is restricted 

Note: additional oxo and ring formation also claimed 

Note: or pharmaceutically acceptable salts, metabolites, 

prodrugs, salts of prodrugs, or combinations 
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P — X— A—Y — W— B — Q 



I 




F 



II 



AB The invention relates to compds. which are heterocyclic derivs. of formula I. 

Compds . of formula I wherein W is (un) substituted C5-7 (hetero) cycloalkyl, and 
(un) substituted C5-7 heterocycloalkenyl ; P and Y are independently 
(un) substituted (hetero) cycloalkyl and (un) substituted (hetero) aryl; A is N=N, 
Et, ethenyl, ethynyl, NHCO and derivs, NHS02 and derivs., etc.; B is a single 
bond, CO-CO-2 alkyl, CO-C2-6 alkenyl, C02, etc.; X and Y are independently a 
bond, NHC02 and derivs., (un) substituted Cl-6 alkyl, C2-6 alkenyl, C2-6 
alkynyl, c3-7 cycloalkyl, etc.; and their pharmaceutically acceptable salts, 
hydrates, solvates and N-oxides are claimed. Invention compds. are useful for 
treating central or peripheral nervous system disorders and other disorders 
which are affected by the neuromodulatory effect of mGluR5 pos. allosteric 
modulators such as cognitive decline and also to treat both pos. and neg. 
symptoms in schizophrenia. Example compound II was prepared by condensation 
of 4-f luorophenylacetonitrile with hydroxylamine followed by cyclization with 
( S ) -l-Boc-piperidine-3-carboxylic acid; the resulting (S)-3-[3-(4- 
f luorobenzyl) - [1, 2, 4] oxadiazol-5-yl ] piperidine-l-carboxylic acid tert-Bu ester 
underwent hydrolysis to give the corresponding piperidine hydrochloride, which 
underwent amidation with 4-f luorobenzoyl chloride to give compound II. All 
the invention compds. were evaluated for their pos. allosteric modulator 
activity of mGluR5 . From the assay, it was determined that compound II 
exhibited an EC50 value of < 1 uM. 



MSTR 1A 



Gl 
G4 



= pyridyl (opt. substd.) 
= 9-2 10-4 



G6 



= 59-2 60-10 
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G19 = 166-1 169-77 



■■ phenylene (opt. substd.) 



G2 4 = bond 
Patent location: 
Note: 

Note: 
Note: 



claim 1 

or pharmaceutically acceptable salts, hydrate 

solvates or N-oxides 

substitution is restricted 

additional derivatization also claimed 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to heterocyclic compels . of formula I, compns. including 
the compels . and methods of using and methods of making thereof. The compds . 

(and compns.) are useful, inter alia, in modulating IL-12 production and 
processes mediated by IL-12. Compds. of formula I wherein X and Rl, taken 
together, are CONR'R''; X is (un) substituted (thio) carbonylamino, 

(un) substituted amino (thio) carbonyl, C(=NH)NH and derivs., NHC(NH) and 
derivs., (un) substituted amino (thio) carbonylamino, NHC (=NH) NH and derivs., 
etc.; Rl is R6-L-R7; R6 is (un) substituted (hetero) cycloalkyl, (un) substituted 
cyclyl, (un) substituted (hetero) aryl (alkyl) , or absent; L is 0, S, SO, S02, NH 
and derivs., NHCO and derivs., CONH and derivs., COO or OCO or absent; R7 is 
H, (un) substituted alkyl, (un) substituted cyclyl, (un) substituted 

(hetero) cycloalkyl, (un) substituted ( hetero ) aryl ( alkyl ) etc; Q, U, and V are 
independently N or CRg, wherein at least one of Q, U or V is N; R3 is Rg, CHO 
and derivs., (thio) f ormyl, (oxy)acyl, sulf anyl (thio) acyl, amino (thio) acyl, 
C(=NH)H and derivs., etc.; Rg, R2 and R4 are independently H, (un) substituted 
alkyl (carbonyl) , OH and derivs., SH and derivs., NH2 and derivs., 
hydroxyalkyl, (thio) f ormyl, (oxy) (thio) acyl, sulf anyl (thio) acyl, etc.; R' and 
R' ' are independently H, (un) substituted alkyl, (un) substituted alkenyl, 

(un) substituted alkynyl, (un) substituted (hetero) cyclyl, (un) substituted 

(hetero) cycloalkyl, (un) substituted (hetero) aryl (alkyl) , etc; G is hydrazide, 
hydrazone, hydrazine, hydroxylamine, oxime, amide, ester, carbonate, 
carbamate, etc; W is 0, S, SO, S02, NH and derivs., aminoacyl; m is 0-4; and 
their pharmaceutically acceptable salts, solvates, clathrates, hydrates, or 
polymorphs are claimed. Example compound II was prepared by substitution of 
Me 2 , 4-dichloropyrimidine-6-carboxylate with N- ( 2-hydroxyethyl ) morpholine to 
give Me 2-chloro-6- [2- (morpholin-4-yl ) ethoxy] pyrimidine-6-carboxylate, which 
reacted with morpholine to give Me 2-morpholino-6- [ 2- (morpholin-4- 
yl ) ethoxy] pyrimidine-6-carboxylate, which underwent amidation with 5-amino- 
2 , 3-dimethylindole to give example compound II. All the invention compds. 
were evaluated for their IL-12 inhibitory activity. From the assay, noumerous 
of the invention compds. exhibited in vitro IC50 values < luM against human 
PBMC or THP-1 cells. 
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AB The invention is related to the preparation of heteroaryl compds . I [Q, U, V = 
independently N, CH and derivs.; Z = H, NH2 and derivs., OH and derivs., 

(un) substituted cyclo/alkyl, etc.; X = O, S, SO, CO, N:N, NHCO, etc.; R = R'- 
L'-R''; R' = (un) substituted cycloalkyl, cyclyl, aryl, etc.; L 1 = O, S, NH and 
derivs., absent, etc.; R'' = H, OH and derivs., halo, CN, alkyl, aryl, etc.; 
Rl = (CR2R4)n-G-R3; Y = CO, O, S, NH and derivs., absent, etc.; R3 = H, 

(un) substituted alk ( en/yn ) yl , heteroaryl, OS02H, CHO, etc.; R2, R4 for each 
occurrence = independently (un) substituted alkyl, alkylcarbonyl , OH and 
derivs., NO, halo, CN, etc.; G = NH-C (NH) -NH, NH-CO-NH, NH-CS-NH, 
hetero/arylene, absent, etc.; n = 0-7], and pharmaceutically acceptable salts, 
solvates, clathrates, hydrates, prodrugs, and polymorphs thereof. The 
invention is also related to methods of modulating IL-12 production and 
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processes mediated by IL-12. E.g., a 4-step synthesis from 2,4,6- 
trichloropyrimidine and diethylamine was given for hydrazone II. I inhibited 
IL-12 production in human PBMC cells and THP-1 cell line in an in vitro assay. 
Thus, I are useful for treating or preventing disorders related with excessive 
bone loss, methods for inhibiting osteoclast formation, and methods for 
treating or preventing a disorder associated with excessive bone resorption. 
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AB Title compds . I [wherein A = 5-membered cycle; Rl = (un) substituted 

(hetero) aryl; R2 (adjacent to Rl) = absence, H, carboxamide, (un) substituted 
(hetero) aryl, carbocycle or heterocycle; R3 (adjacent to R2) = absence, H, 
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(un) substituted cycloalky ( en ) yl , alk (en/yn) yl, carboxyl, carboxamide or ester; 
with some limitations, or salts, N-oxides, hydrates or solvates thereof] were 
prepared as heat shock protein 90 (HSP90) inhibitors. Thus, 5-chloro-2 , 4- 
dimethoxyphenylamine was treated with NaN02 in the presence of H2S04 followed 
by the addition of NaN3 . The resultant azide underwent cyclization with 3- (4- 
f luorophenyl ) -3- oxopropionic acid Me ester gave intermediate II (X = OMe, R= 
OH) . Demethylation of this compound with 48% HBr followed by esterif ication 
with EtOH yielded triazolecarboxylate II (X = OH, R = OEt), which showed IC50 
<10 uM for binding to HSP90 in a fluorescence polarization assay. Therefore, I 
and their compns. are useful for immunosuppression or the treatment of 
cancers, viral disease, inflammatory diseases and so on. 
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AB The title compds . [I; Al = arylene, heteroarylene, fused cycloalkylarylene, 

etc.; LI = a bond, O, S, SO, etc.; Gl = alkyl, cycloalkyl, cycloalkylalkylene, 
etc.; L2 = a bond, alkylene, alkenylene, etc.; L3 = CO, COCO, COCH2CO, S02; Rl 
= alkyl, alkenyl, alkynyl, etc.; G2 = heteroaryl, fused 

heterocyclylheteroaryl, cycloalkylheteroaryl, etc.] which are activators of 
glucokinase and may be useful for the management, treatment, control, or 
adjunct treatment of diseases, where increasing glucokinase activity is 
beneficial (no data), were prepared and formulated. Thus, reacting 2- 
phenoxyaniline with 2-aminothiazole and 1 , 1 ' -carbonyldiimidazole afforded 95% 
the urea II. 
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AB The title compds . (I) [X = CH, N; Y = NH, NR, S, 0, CH:N, N:CH, N:N, 

CH:CHC ( :R5)N, CH:C(R5), N:C(R7); Rl = each (un) substituted lower alkoxy, 
amino, heterocyclyl containing N atom(s), HO, or heterocyclyloxy containing N 
atom(s), cyano; R2 = lower alkylamino or lower alkoxy each optionally 
substituted by an (un) substituted aryl, lower alkoxy group substituted by an 
aromatic heterocyclic ring containing N atom(s), lower alkylamino group 
substituted by a (un) substituted heterocyclic ring, (un) substituted arylamino; 
R3 = each (un) substituted aryl, heterocyclyl containing N atom(s), lower 
alkyl, lower alkoxy, lower cycloalkoxy, heterocyclyloxy containing N atom(s), 
or NH2; R4-R7 = each (un) substituted aryl, heterocyclyl containing N atom(s), 
lower alkoxy, or NH2; R4, R5, R6 or R7 may combine with R3 to form a lactone 
ring Q or Ql; when X = N, Y = CH:N, or N:CH, R2 = an amino group 
monosubstituted by an (un) substituted arylmethyl, and R3 = (un) substituted 
lower alkyl, amino monosubstituted by an (un) substituted heterocyclyl-lower 
alkyl containing N atom(s) in the ring, heterocyclylamino containing N atom(s) 
in the ring, or (un) substituted lower cycloalkylamino, Rl = each 
(un) substituted lower alkoxy, amino, heterocyclyloxy containing N atom(s) in 
the ring, or cyano group] or pharmacol. acceptable salts thereof are prepared 
These compds. have excellent selective PDE V inhibitory activity and 
therefore, are useful as therapeutic or prophylactic drugs for treating 
various diseases due to functional disorders on cGMP-signaling, such as 
erectile dysfunction, pulmonary hypertension, and diabetic gastroparesis . 
Thus, 2- (hydroxymethyl)pyridine was treated with NaH in THF and etherified 
with 2-chloro-5- (3,4,5- trimethoxyphenylcarbonyl ) -4- (3-chloro-4- 
methoxybenzylamino) pyrimidine to give 2- ( 2-pyridylmethoxy ) -5- (3, 4, 5- 
trimethoxyphenylcarbonyl ) -4- ( 3-chloro-4- methoxybenzylamino ) pyrimidine . 
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(substituted) Ph, pyridinyl, pyrimidinyl, thiazolyl, furyl, etc.; B = bond, 
ester, amide linkage], were prepared Thus, 3- [4 ' ' - (cyanomethoxy) - 2,3''- 
diisobutyl-3 ' -isopropyl-1 , 1 ' : 4 ' , 1 ' ' -terphenyl-4-yl ] propanenitrile (preparation 
given) was stirred with aqueous NaOH in MeOH at 50° for 24 h to give 3— [ 4 ' ' — 
(carboxymethoxy ) -2,3' ' -diisobutyl-3 ' -isopropyl-1 , 1 ' : 4 ' , 1 ' ' - terphenyl-4- 
yl]propanoic acid. The latter inhibited HIV-1 mediated cell-to-cell fusion 
with IC50 = 15.70 ng/mL. 



G2 = 4-pyridyl / 315 



342-1 343-3 



G4 = bond 

G5 = NH 

Patent location: 
Note: 



claim 1 

or pharmaceutically acceptable salts 



L2 4 ANSWER 16 OF 
ACCESSION NUMBER: 
TITLE: 



MARPAT COPYRIGHT 2008 ACS on STN 
137:288985 MARPAT Full-text 
Inhibitors of prenyl-protein transferase 



46 



March 26, 2008 



INVENTOR (S) : 
PATENT ASSIGNEE(S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Desolms, S. Jane; Shaw, Anthony W. 

Merck & Co., Inc., USA 

PCT Int. Appl., 109 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. DATE 



WO 2002078702 



AE, AG, AL, AM. 



20021010 
AT, AU, ; 



CO, CR, CU, CZ, DE, DK, DM, 
GM, HR, HU, ID, IL, IN, IS, 



WO 2002-US9208 20020326 

BA, BB, BG, BR, BY, BZ, CA, CH, CN, 

DZ, EC, EE, ES, FI, GB, GD, GE, GH, 

JP, KE, KG, KR, KZ, LC, LK, LR, LS, 



AU 2002252502 
PRIORITY APPLN. INFO 



LT, LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NO, NZ, OM, PH, PL, 
PT, RO, RU, SD, SE, SG, SI, SK, SL, TJ, TM, TN, TR, TT, TZ, UA, 
UG, US, UZ, VN, YU, ZA, ZM, ZW 

GH, GM, KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW, AT, BE, CH, 
CY, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL, PT, SE, TR, 
BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG 
20021015 AU 2002-252502 20020326 

US 2001-280610P 20010330 
WO 2002-US9208 20020326 
The present invention is directed to compds. which inhibit a prenyl-protein 
transferase (FTase) and the f arnesylation of the oncogene protein Ras . The 
compds. of the present invention comprise non-prodrug, non-thiol compds. that 
contain a spirocyclic pyrrolidinyl moiety. The invention is further directed 
to chemotherapeutic compns. containing the compds. of this invention and 
methods for inhibiting a prenyl-protein transferase and the prenylation of the 
oncogene protein Ras. 
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AB Compds . of the general formula (I) or pharmacol. acceptable salts thereof 
[wherein X is :CH or N; Y is NH, NR4, S, 0, CH:N, N:CH, N:N, CH:CH, or the 
like; Rl is lower alkoxy, amino, a nitrogenous heterocyclic group, or a 
hydroxyl group substituted with a heterocyclic group (wherein each group may 
be substituted) ; R2 is either a lower alkylamino or lower alkoxy group which 
may be substituted with aryl, or a lower alkoxy group substituted with a 
nitrogenous aromatic heterocyclic group; and R3 is aryl, a nitrogenous 
heterocyclic group, lower alkyl, lower alkoxy, lower cycloalkoxy, a hydroxyl 
group substituted with a nitrogenous heterocyclic group, or amino (wherein 
each group may be substituted) , or alternatively, R3 and the substituent of Y 
may be united to form a lactone ring] or pharmacol. acceptable salts thereof 
are prepared These compds. exhibit excellent PDE V inhibitory activity and 
are useful as preventive or therapeutic agents for various diseases due to 
dysfunction of the signal transduction through cGMP, in particular impotence, 
pulmonary hypertension, and diabetic renal failure paralysis (no data) . Thus, 
2- (hydroxymethyl ) pyridine was treated wit NaH in THF at room temperature for 
30 min and then condensed with 2-chloro-5- ( 3 , 4 , 5-tr imethoxyphenylcarbonyl ) -4- 
(3-chloro-4- methoxybenzylamino ) pyrimidine (preparation given) in THF at room 
temperature for 1 h to give 2- ( 2-pyridylmethoxy ) -5- ( 3 , 4 , 5- 
trimethoxyphenylcarbonyl ) -4- ( 3- chloro-4-methoxybenzylamino ) pyrimidine . 
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II 



AB The title compds . [I; rings D-E represent guanidine mimics; ring D = CH2N:CH, 
CH2CH2N:CH, a 5-6 membered aromatic system containing 0-2 heteroatoms selected 
form the group N, 0, and S; ring D is substituted with 0-2 R ( substituents ) , 
provided that when ring D is unsubstituted, it contains at least one 
heteroatom; ring E contains 0-2 N atom and is substituted by 0-1 R; R = halo, 
OH, Cl-3 alkoxy, etc.; M = (un) substituted pyrazole, imidazole, tetrazole, 
etc.], inhibitors of factor Xa which are useful in treating and preventing a 
thromboembolic disorder, were prepared and formulated. Thus, a multi-step 
synthesis of the title compound II, starting with 7-aminoisoquinoline, was 
described. A number of compds. I were found to exhibit a Ki of < 15 uM 
against factor Xa. 



MSTR 1 
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etc.] were prepared Thus, MeCOCH2C ( :NOMe) C02Et was cyclocondensed with 
PhNHNH2 and the product amidated by 4- (H2N) C6H4C6H4 ( S02NHCMe3 ) -2 to give, 
after deprotection, title compound II. Data for biol. activity of I were 
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AB A s.Liieaie glass suitable as optical material for extreme-UV lithog. has a low 
coefficient of thermal expansion over 0-100° (0±250 ppb/°C), and is produced 
without formation of concave defects during polishing to achieve a high level 
of flatness. The silica glass contains 0.1-10% of Sn02 and 3-10% of T102, and 
has a homogeneity of the coefficient of thermal expansion at 0-100° of 50-200 
ppb/°C, and a Vickers hardness <650. 
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The compns. contain 80-96 mass% low-m.p. crystallizable glass powder and 4-20 
mass% low-expansion ceramic filler, where the glass powder (free from F) 
contains: PbO 75-80, ZnO 9-13, B203 7-10, Si02 1.65-2.4, BaO 1.5-2.3, SrO 0- 
1.5, CaO 0-1.5, PbO + ZnO 86-91 mass%, and ZnO/PbO ratio 0.11-0.17, and the 
ceramic filler contains: zircon powder 1-5, and Pb titanate powder 3-15 mass%. 
The obtained cathode ray tubes have high compressive strength. 
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coating amount 0.005-0.2 g/cm2, further coating a suspension solution 
containing 10-50 weight% average particle diameter 0.01-10 (xm Zr02 and 50-90 
weight% average particle diameter 5-150 urn SiC to give coating amount 0.005- 
0.2 g/cm2, press molding the Ti02-containing silica glasses at 1500-1800°. 
The method provides high production efficiency by preventing foaming of the 
glasses . 
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The method involves applying a suspension containing SiC particles having 
average diameter 0.01-150 fim on a molding surface side of a graphite mold to 
satisfy coating weight per unit area 0.005-0.2 g/cm2, setting Ti02-containing 
glass in the mold, and press-molding the glass at 1500-1800° to give a molded 
glass with desired shape. Bubble generation during molding is prevented, so 
that the molded glass is suitable for optical parts used in EUV lithog. 
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WO 2006-JP300777 W 20060113 
AB Conventional 7i02-Si02 glass contains hydrogen atoms which, during deposition 
under ultrahigh vacuum conditions, will diffuse in the chamber and H2 mols. 
will be taken into the film formed. Hydrogen mols. will readily diffuse and 
thus change the optical characteristics of the multilayer film. In an optical 
material for EUV lithog., a multilayer film is deposited by ion beam 
sputtering on a silica glass having a T102 concentration of 3-12 mol.% and a 
hydrogen mol. content <5xl017 mols./cm3 in the glass. 
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have a fictive temperature of 1200° or less, a coefficient 
of 01150 ppb/°C over 0-100° range, and an internal 
700 per 1 mm thickness at 400-700 nm of at least 80%. The 

glasses are produced by forming a porous glass body, 
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AB In the production process, flame hydrolytically deposited porous Ti02-Si02 
glass soot preforms are heated in nonreducing atmospheric to 1100-1650° to 
give sinters with d. of 2.0-2.3 g/cm3, then further heated to 1400-1700° in 
atmospheric of >0.01 Mpa for vitrification into high-transparent glass. 
Preferably, the resultant glass is heated to a temperature of equal to or 
above softening point and formed into desired shape. In the production, 
fluorine doping may be carried out so as to widen the temperature range of 
zero thermal expansion coefficient The production process inhibits generation 
of Ti3+ during sintering, so that the glass shows high transparency and is 
suitable for EUV (extreme-UV) lithog. exposure apparatus 
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AB The glass contains 3-10 mass% of Ti02, and has thermal expansion coefficient 
at 0-100° CTE0-100 0±300 ppb/°, and inner transmittance at 200-700 nm 
wavelength range and thickness of 1 mm T200-700 <80%. Preferably, the glass 
also contains a reducing substance with respect to Ti02 , 
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A silica glass containing Ti02 has a fictive temperature of at most 1200°, 
OH group concentration of at most 600 ppm, and a coefficient of thermal 
expansion of 0±200 ppb/°C at the temperature range from 0 to 100°. 
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A silica glass containing Ti02, characterized in that the fluctuation of the 
refractive index (An) is at most 2-10-4 within the area of 30 mm to 30 mm in 
at least one plane. A T:i 02-containing silica glass is characterized in the 
Ti02 concentration at least 1 weight%, and the striae pitch is at most 10 ym. 
An optical material for EUV lithog. is made of a silica glass containing Ti02, 
and the fluctuation of the refractive index (An) is at most 2-10-4 in a plane 
perpendicular to the incident light direction. The resulting optical material 
for EUV lithog. has the difference between the maximum value and the min. 
value of the Ti02 concentration at most 0.06 weight% in a plane perpendicular 
to the incident light direction. 
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AB A titanium .silicate glass is produced with a f ictive temperature of at most 
1200°, a F concentration of at least 100 ppm and a coefficient of thermal 
expansion of 0±200 ppb/°C at 0-100°. The silicate glass is manufactured by 
forming a porous glass body on a target quartz glass particles obtained by 
flame hydrolysis of glass-forming materials (such as TiC14 and SiC14), then 
obtaining a fluorine-containing porous glass body later transformed into a 
vitrified non-porous body that is formed prior to carrying out an annealing 
treatment . 
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JP 2000-390818 A 20001222 

AB The title glass contains Si02 1-45, T102 20-50, B203 0-30, A1203 0-20, MgO 0- 
20, CaO 0-30, SrO 0-20, BaO 0-30, ZnO 0-20, Zr02 0-20, Li20 0-15, Na20 0-30, 
and K20 0-30 mol.%. The glass has high Young's modulus and expansion 
coefficient and is especially suitable for substrates of recording media or 
optical circuits and optical lenses. 
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Koike, Akio; Nakajima, Tetsuya 
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Patent 
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20010926 JP 2000-84060 20000324 
JP 2000-84060 20000324 
The glass contains A1203 10-50, CaO 20-70, Si02 0-25, MgO 0-25, SrO 0-25, BaO 
0-25, ZnO 0-25, Ti02 0-25, Zr02 0-15, Li20 0-15, Na20 0-15, K20 0-15, Y203 0- 
25, and La203 0-25 mol%. The glass may have Young's modulus >90GPa and 
average linear expansion coefficient at 50-350° >70 x 10-7/°C. The glass with 
high Young's modulus and expansion coefficient, is suitable for magnetic 
disks, optical disks, optical band-pass filters, etc. 
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Glass for information recording substrate and glass 

substrate for information recording medium 

Koike, Akio; Nakajima, Tetsuya; Nakao, Yasumasa 

Asahi Glass Co., Ltd., Japan 

Jpn. Kokai Tokkyo Koho, 15 pp. 
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Patent 
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JP 2001134925 A 20010518 JP 1999-343618 19991202 

PRIORITY APPLN. INFO.: JP 1999-238778 A 19990825 

AB A glass having a high Young's modulus and resistant to devitrification 

comprises 30 < Si02 < 60 and 1 < A1203 < 20 and 1 < MgO < 20, CaO < 25, SrO < 
15, ZnO < 20, Ti02 < 10, Zr02 < 10, Li20 < 15, Na20 < 2, Y203 < 25, La203 < 25 
in mol% while A1203 + MgO < 28 and A1203 + MgO + CaO < 40 in mol%. A glass 
substrate for an information recording medium such as a magnetic disk or 
optical disk comprises the above glass. 
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The glass having Young's modulus >85 GPa consists of Si02 60-72, A1203 2-9, 
MgO 3-9, CaO 2-10, SrO 0-15, ZnO 0-4, T:L02 0-8, Zr02 0-4, Li20 1-12, Na20 0-8, 
K20 0-5, Y203 0-5, and La203 0-5 mol% and the amount of Li20, Na20, and K20 is 
4-15 mol%. The substrate for the magnetic recording medium is made of the 
glass and number of fixed substances with size >10 urn is <l/cm2 and the 
substances with size from >1 urn to <10 urn is <105/cm2 both on the surface 
after 20 h in steam at 120° and 2 atmospheric The substrate with high Young's 
modulus and weather resistance is suitable for mass production of magnetic 
disks . 
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TITLE: Novel low thermal expansion material for EUV 

application 
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Sugimoto, Naoki; Kikugawa, Shinya 
CORPORATE SOURCE: Research Center, Asahi Glass Co., Ltd., 1150 
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221-8755, Japan 

SOURCE: Proceedings of SPIE-The International Society for 

Optical Engineering (2006), 6151 (Pt. 1, Emerging 
Lithographic Technologies X), 61511A/1-61511A/7 
CODEN: PSISDG; ISSN: 0277-786X 

PUBLISHER: SPIE-The International Society for Optical Engineering 

DOCUMENT TYPE: Journal 

LANGUAGE: English 

AB In extreme UV (EUV) lithog. technol., ultra low thermal expansion material is 
required as photomask substrate. We have previously developed Ti-doped silica 
glass which exhibits both ultra low coefficient of thermal expansion (CTE) and 
high homogeneity for EUV substrate. On the other hand, we have been 
investigating other candidate materials which have low CTE, from the viewpoint 
of structural chemical Silica glass is well-known as a low thermal expansion 
material and the reason is explained that in the open structure of silica 
glass two factors, expansion and shrinkage, compete with each other with 
increase in temperature The network of silica glass consists of tetrahedra 
like quartz crystal. In this structure, Si is stably present with a valence 
of 4 and a coordination number of 4. We have carried out an atomistic 
simulation and estimated the volume change of oxide materials which may have 
the same structural transformation mechanism as Si02. As a result, the volume 
of Sn02 with quartz structure (quartz-Sn02 ) , in which Sn was present with a 
valance of 4 and a coordination number of 4, decreased with increase in 
temperature, i.e., the d. of quartz-Sn02 increased. Thus, it was indicated 
that the glass with lower CTE than that of silica glass could be obtained with 
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substituting Sn for Si. Based on this hypothesis, we have prepared Sn-doped 
silica glass by Asahi silica glass producing method. The synthesized Sn-doped 
i glass exhibited lower CTE than that of an ordinary silica glass. 
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Temperature dependences of optical path length in 
fluorine-doped silica glass and bismuthate glass 
Koike, Akio; Sugimoto, Naoki 

Research Center, Asahi Glass Co., Ltd., 1150, 
Hazawa-cho, Kanagawa-ku, Yokohama-City, Kanagawa, 
Japan 

Proceedings of SPIE-The International Society for 
Optical Engineering (2006), 6116 (Optical Components 
and Materials III), 61160Y/1-61160Y/8 
CODEN: PSISDG; ISSN: 0277-786X 

SPIE-The International Society for Optical Engineering 
Journal 
English 

Temperature dependences of optical path length (dS/dT; calculated using the 
equation, dS/dT = dn/dT + na, where a is coefficient of thermal expansion, n 
is refractive index and dn/dT is temperature coefficient of refractive index) 
in various oxide glasses were investigated. The dS/dT is generally difficult 
to adjust by change of glass composition because dn/dT and a are interrelated. 
However, low dS/dT materials are desired for optical applications such as 
athermal devices, and high dS/dT materials can be used for thermo-optic 
devices. Pure silica glass is well-known as a typical low dS/dT material but 
still not sufficient. Fluorine-doped silica glass showed a lower dS/dT than 
that of pure silica glass. By fluorine-doping in silica glass, refractive 
index and dn/dT decreased but a near room temperature stayed at the same 
level. As a result, the dS/dT decreased with increasing fluorine 
concentration On the other hand, bismuthate glass showed the highest dS/dT in 
this study. Most glasses having high a such as tellurite glass showed neg. 
dn/dT. However, bismuthate glasses showed pos. dn/dT in spite of high a. As 
a result, bismuthate glasses showed quite high dS/dT. These results indicate 
that dS/dT of the glass can be controllable and that fluorine doped silica 
glass and bismuthate glass are appropriate candidate materials for optical 
applications . 
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Sugimoto, Naoki 
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Journal 
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dependences of optical path length (dS/dT; calculated using the 



equation, dS/dT=dn/dT+na, where a is the coefficient of thermal expansion, n 
is the refractive index and dn/dT is the temperature coefficient of refractive 
index) in various oxide glasses were investigated. The dS/dT is generally 
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difficult to be controlled by change of glass composition because dn/dT and a 
are interrelated. This experiment also showed that the values of dS/dT for 
most glasses ranged between 10 ppm/° and 20 ppm/° except for bismuthate 
glasses. Pure silica glass is well-known as a typical material with low 
dS/dT. However, fluorine-doped silica glass showed a lower dS/dT than that of 
pure silica glass. By fluorine-doping in silica glass, refractive index and 
dn/dT decreased but a stayed at the same level near room temperature As a 
result, the dS/dT decreased with increasing fluorine concentration On the 
other hand, a bismuthate glass showed the highest dS/dT in this study. 
Although most glasses having high a such as tellurite glass showed neg. dn/dT, 
bismuthate glasses showed pos. dn/dT in spite of high a. It was assumed that 
bismuthate glass showed high dn/dT due to high polarizability of Bi203 which 
is similar to PbO. These results indicate that dS/dT of glass can be designed 
by considering the electronic configuration of its components and the glass 
structure . 
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Patent 
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Pigmented, photosensitive poly (vinyl ale.) (I) [9002-89-5] coating compns. 
could be cured in the presence of ammonium dichromate [7789-09-5] and basic 
lead silicochr ornate [11097-70-4] to give coatings with better resistance to 
solvent, water, and weather than com. acrylic latex paints. For example, a 
photosensitive resin solution was prepared from I (degree of saponification 88 
mole%) 120, water 680, acrylonitrile [107-13-1] 86, Et acrylate [140-88-5] 70, 
and diacetyl 0.3 part. A paste (553 parts) from clay 200, CaC03 60, 25% 
agueous anionic surfactant 10, H0CH2CH20H 20, o-C6H4 (C02Bu) 2 20, octyl ale. 
0.5, 2% agueous Methocel 50, and water 100 parts was mixed with 200 parts T.i.02 
to give a pigment composition which was mixed with the resin solution 274, 30% 
aqueous ammonium dichromate 76, and basic Pb siiicochroraa-'fe 50 parts to give a 
coating composition The composition was used alone or together with com. 
acrylic latex paints. 



L25 ANSWER 20 OF 24 WPIX COPYRIGHT 2008 



THE THOMSON CORP on STN 



ACCESSION NUMBER: 
DOC. NO. CPI: 
DOC. NO. NON-CPI: 
TITLE: 



2007-380717 [36] WPIX 
C2007-137669 [36] 
N2007-284544 [36] 

Processing of porous glass used in manufacture of optical 
material, involves controlling pressure of space between 
chamber and furnace core pipe higher than pressure in 



66 



DERWENT CLASS: 
INVENTOR: 
PATENT ASSIGNEE: 
COUNTRY COUNT: 



10/589,875 



March 26, 2008 



furnace core pipe, while supplying inert gas to space 
L01; S02; Ull; X25 

INOGUCHI H; I Y; MATSUMOTO I; NAGANO T; OGAWA T 
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JP 2007051020 



20070301 (200736)* JA 11[1] 



APPLICATION DETAILS: 



APPLICATION 



JP 2007051020 A 
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AB JP 2007051020 A UPAB : 20070608 

NOVELTY - A process gas is supplied to a furnace core pipe (12) in which 
porous glass is accommodated. The furnace core pipe is installed in a chamber 
(14) provided with a heater (28), and sealed by a seal portion (16) having 
heat resistance and air permeability. While supplying an inert gas to the 
space (34) between chamber and furnace core pipe, the pressure of the space is 
controlled higher than the pressure in the furnace core pipe. 

DETAILED DESCRIPTION - An INDEPENDENT CLAIM is included for processing 
apparatus (10) of porous glass. 

USE - For processing porous glass used in manufacture of optical 
material used for optical lithography using extreme UV light as exposure light 
source . 

ADVANTAGE - The method enables efficient processing of porous glass 
without requiring a large-sized heating furnace. 

DESCRIPTION OF DRAWINGS - The figure shows the partial cross-section of 
the processing apparatus. (Drawing includes non-English language text) 

Processing apparatus (10) 

Furnace core pipe (12) 

Chamber (14) 

Seal portion (16) 

Space (34) 
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AB JP 2007045638 A UPAB : 20070402 

NOVELTY - Glass particles of titania-silica vitreous material are deposited 
at master rod (12). The rod suspended by rotation mechanism (16), is rotated 
at 25 rpm or more. Growth of porous titania-silica vitreous material is 
carried out at 5 kg or more in a state at which intrinsic frequency (fl) is 
more than oscillation number (f2) of rotating mechanism. The frequency (fl) is 
reduced and number (f 2) is made unstable by weight increase of porous titania- 
silica vitreous material growth. Thus, manufacture of porous titan ia-3iiica 
vitreous material is enabled. 

USE - For manufacturing porous titania-silica vitreous material used 
for manufacturing optical component used for optical lithography such as 
extreme ultraviolet light lithography. 

ADVANTAGE - The porous titania-silica vitreous material of required 
weight is efficiently manufactured. 

DESCRIPTION OF DRAWINGS - The figure shows the structural drawing of 
master-rod rotating mechanism of porous titania-silica vitreous material 
manufacturing apparatus. 

Master rod (12) 

Rotation mechanism (16) 

Burner (18) 

Front-end of master rod (20) 
Support (22) 
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NOVELTY - The optical element contains glass component having small optical 
path length change with respect to temperature change. The glass component 
optionally contains 1% or less of alkali metal oxide. 

DETAILED DESCRIPTION - The optical element suitable for light of 
wavelength 450-1700 nm, contains glass as a component. The glass component has 
dS/dT (optical path length change/temperature change) of 8 . 9-1 0-6 /degreesC or 
less satisfying the relation DS/dT = dn/dT+n (alpha) , where dn/dT is 
temperature change rate at 25degreesC, alpha is coefficient of linear 
expansion at 25degreesC and n is refractive index with respect to light of 
wavelength 1550 nm. The glass component optionally contains 1% or less of 
alkali metal oxide. The glass contains 90-98.8 mass% silica, 1.2-10% fluorine, 
0-8 mass* each of borate, alumina, phosphorous pentoxide and titania. 

USE - Optical elements such as optical fiber grating, etalon (claimed) , 
optical lens and prism. 

ADVANTAGE - An optical element containing glass component with low 
alkali metal oxide content and small optical path length change with respect 
to temperature change, is obtained. 
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A thin film is removed from a substrate by applying a powder or solution of a 
salt and heating to remove the film from the applied region, wherein the salt 
has some or all of the hydrogen ions of the acid replaced by ammonium or 
alkali metal ions. 

ADVANTAGE - The film is removed without the need to mask the surrounding 
regions, and can also include a metal nitride or a metal. 
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A thin film is removed from a substrate by applying a powder or solution 
of a salt and heating to remove the film from the applied region, wherein 
the salt has some or all of the hydrogen ions of the acid replaced by 
ammonium or alkali metal ions. 

ADVANTAGE - The film is removed without the need to mask the 
surrounding regions, and can also include a metal nitride or a metal. 
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A thin film is removed from a substrate by applying a powder or solution 
of a salt and heating to remove the film from the applied region, wherein 
the salt has some or all of the hydrogen ions of the acid replaced by 
ammonium or alkali metal ions. 

ADVANTAGE - The film is removed without the need to mask the 
surrounding regions, and can also include a metal nitride or a metal. 
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A lithographic plate material for laser direct make-up that comprises a 
recording layer is obtainable by pulsed-laser irradiation, which includes a 
thermoplastic polymer matrix with an absorption band in the UV region and 
particulates dispersed in it. 

Also claimed is an offset printing method using the above lithographic plate 
material, including the steps of (a) manufacturing the plate material; (b) 
hydrophilicising the irradiated parts of the material by irradiating the 
surface of the recording layer with a pulsed laser to give the corresponding 
image; and (c) printing by application of ink for lithographic printing onto 
the surface of the recording layer and then printing. 

USE - The lithographic plate material is for use in the printing 
industry. 

ADVANTAGE - The recording layer of the lithographic plate material has 
superior print recovery properties, and such plate material provides good 
water retentivity in parts of the recording layer surface irradiated by laser, 
with hardly any scumming, thereby leading to lower printing costs and a 
cleaner print environment. 
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A lithographic plate material for laser direct make-up that comprises a 
recording layer is obtainable by pulsed-laser irradiation, which includes 
a thermoplastic polymer matrix with an absorption band in the UV region 
and particulates dispersed in it. 

Also claimed is an offset printing method using the above lithographic 
plate material, including the steps of (a) manufacturing the plate 
material; (b) hydrophilicising the irradiated parts of the material by 
irradiating the surface of the recording layer with a pulsed laser to give 
the corresponding image; and (c) printing by application of ink for 
lithographic printing onto the surface of the recording layer and then 
printing . 

USE - The lithographic plate material is for use in the printing 
industry . 

ADVANTAGE - The recording layer of the lithographic plate material 
has superior print recovery properties, and such plate material provides 
good water retentivity in parts of the recording layer surface irradiated 
by laser, with hardly any scumming, thereby leading to lower printing 
costs and a cleaner print environment. 
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